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A compound of formula /i) 





(I) 



wherein 
Ar is 

(1) phenyl, 

(2) naphthyl, 

(3) a 5- to 10-membered monocyclic or bicyclic heterocyclic ring having 1 to 4 
heteroatoms selected from the group consisting of oxygen, sulfur, or nitrogen, or 

(4) -R 9 -phenyl; 

wherein the phenyl, naphthyl, or heterocyclic ring is optionally substituted with halogen, 
Ci_ 6 alkyl, CF 3 , hydroxyl, Cm> alkoxyl, OCF 3 , COCF 3 , CN, N0 2 , phenyloxy, phenyl, Ci. 6 
alkylsulfonyl, C 2 -6 alkenyl, -NR 7 R 8 , Cm, alkylcarboxyl, formyl, -Ct_ 6 alkyl-NH-CO- 
phenyl, -Ci_ 6 alkyl-CO-NH-phenyl, -NH-CO-Ci- 6 alkyl, -CO-NR 7 R 8 , or SR 7 ; wherein 
each of R 7 and R 8 is independently H or Ci_6 alkyl; and R 9 is Ci_ 6 alkyl or C 2 -6 alkenyl, 
either of which is optionally substituted with phenyl or phenyloxy; 

2 / 

R isH, phenyl, I, or Ci-6 alkyl; 

R 3 ii H or 3-(l-azabicyclo[2.2.2]oct-2-en)yl; 

R 4 £sH or is selected from the group consisting of: 
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wherein R 6 is H, d-6 alkyl, or benzyl; and 



consisting of: 
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rex a 

R 6 R 6 R 6 

O - Ck 

R 6 R 6 



R is H, hydroxy, C1.3 alkoxy, F, NO2, CF3, OCF3, or is selected from the group 



oxrxixxcx a 



R 6 / W ^6 R 6 R 6 

or a pharmaceutically acceptable salt, hydrate, or stereoisomer thereof, 

2. The compound according to claim 1, wherein 
Aris 

(1) phenyl that is unsjubstituted or optionally mono- or poly-substituted with 
halogen, Ci. 6 alkyl, CF 3 , hydroxyl, Ci- 6 alkoxyl, OCF 3 , CN, N0 2 , phenyloxyl, phenyl, 
alkylsulfonyl, C,. 6 alkenyl, fNH 2 , -NHR 7 , -NR 7 R 8 , C,. 6 alkylcarboxyl, formyl, -NH-CO- 
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Ci.6 alkyl, -CO-NR 7 R 8 , or SR 7 wherein each/of R 7 and R 8 is independently H or Ci. 6 
alkyl; / 

(2) 1-naphthyl or 2-naphthyl that is unsubstituted or optionally mono- or poly- 
substituted with halogen, Ci_ 6 alkyl, CF 3 ,/hydroxyl, Ci. 6 alkoxyl, OCF 3 , CN, N0 2 , 
phenyloxyl, phenyl, alkylsulfonyl, Ci- 6 alkenyl, -NH 2 , -NHR 7 , -NR 7 R 8 , C M 
alkylcarboxyl, formyl, -NH-CO-Ci. 6 al£yl, -CO-NR 7 R 8 , or SR 7 wherein each of R 7 and 
R 8 is independently H or Ci_6 alkyl; 

(3) cynnamoyl; 

(4) benzyl; 

(5) 1,1-diphenylethyl; 

(6) a monocyclic or bicyclic heterocyclic ring selected from the group consisting 
of furyl, pyrrolyl, triazolyl, diazol^l, oxazolyl, thiazolyl, oxadiazolyl, isothiazolyl, 
isoxazolyl, thiadiazolyl, pyrimid^l, pyrazinyl, thienyl, imidazolyl, pyrazolyl, indolyl, 
quinolinyl, isoquinolinyl, benzofciryl, benzothienyl, and benzoxadiazolyl, said 
heterocyclic ring being optionally mono- or di-substituted substituted with halogen or 



/ 



Ci-6 alkyl; 

R 4 is H or is selected ;from the group consisting of: 




wherein R 6 is H, Ci-6 alkyl, or benzyl; and 

R 5 is H, hydroxy, Ci_ 3 alkoxy, F, N0 2 , CF 3 , OCF 3 or is selected from the group 
consisting of: 



66 




3 . A compound according to claim 1 , wherein 
Aris 

(1) phenyl, 

(2) 1-naphthyl or 2-naphthyl, 

(3) a 5- to 10-membered monocyclic or bicyclic heterocyclic ring having 1 to 4 
heteroatoms selected from the group consisting of oxygen, sulfur, or nitrogen, or 

(4) -R 9 -phenyl; 

wherein the phenyl, naphthyl, or heterocyclic ring is optionally substituted with F, CI, Br, 
Cj-6 alkyl, CF 3 , hydroxyl, Ci. 6 alkoxyl, OCF 3 , phenyl, C 2 - 6 alkenyl, -NR 7 R 8 , -NH-CO-Ci- 6 
alkyl, or SR 7 , wherein each of R 7 and R 8 is independently H or Ci_ 6 alkyl; and R 9 is C\. 2 
alkyl; 

R is H, phenyl, I- or Ci_6 alkyl; 

R 4 is selected from the group consisting of: 




R 5 is Cio alkoxy or a heterocyclic ring selected from the group consisting of: 
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4. A compound according to claim 1, wherein Ar is phenyl, optionally substituted 
with F, CI, Br, methyl, CF 3 , C M alkoxyl, OCF 3 , CN, N0 2j phenyloxy, phenyl, 

5 methylsulfonyl, or -NR 7 R 8 , where each of R 7 and R 8 is independently H or methyl. 

5. A compound according to claim 1, wherein Ar is 1-naphthyl or 2-naphthyl, each 
□ of which is optionally substituted with F, CI, Br, methyl, CF 3 , C M alkoxyl, OCF 3 , CN, 
["[ N0 2 , phenyloxy, phenyl, methylsulfonyl, or -NR 7 R 8 , where each of R 7 and R 8 is 

10 independently H or methyl. 

n 

] ■ 6. A compound according to claim 1 , wherein Ar is a heterocyclic ring selected from 

M the group consisting of furyl, pyrrolyl, triazolyl, diazolyl, oxazolyl, thiazolyl, 

D • 

fl] oxadiazolyl, isothiazolyl, isoxazolyl, thiadiazolyl, pyridinyl, pyrimidyl, pyrazinyl, 

fit 

^ 15 thienyl, imidazolyl, pyrazolyl, indolyl, quinolinyl, isoquinolinyl, benzofuryl, 
M benzothienyl, and benzoxadiazolyl, each of which is optionally substitiuted with halogen, 
Cj-6 alkyl, CF 3 , hydroxyl, Ci. 6 alkoxyl, OCF 3 , CN, N0 2 , phenyloxy, phenyl, Ci- 6 
alkylsulfonyl, C 2 . 6 alkenyl, -NR 7 R 8 , Ci_ 6 alkylcarboxyl, formyl, -NH-CO-d-6 alkyl, -CO- 
NR 7 R 8 , or SR 7 ; wherein each of R 7 and R 8 is independently H or Ci_6 alkyl. 

20 

7. A compound according to claim 1, wherein Ar is a heterocyclic ring selected from 
the group consisting of pyridinyl, thienyl, imidazolyl, pyrazolyl, benzothienyl, and 
benzoxadiazolyl, each of which is optionally substituted with halogen or Ci. 6 alkyl. 

25 8. A compound according to claim 1, wherein Ar is 2-pyridyl, 3-pyridyl, or 4-pyridyl.. 

9. A compound according to claim 1, wherein Ar is a 5- to 7-membered aromatic, 
partially saturated, or completely saturated heterocyclic ring having 1 to 4 heteroatoms 
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selected from the group consisting of O, S, orNR 10 , where R 10 is H, Ci_6 alkyl, -CO-CF3, 
or absent. 

10. A compound according to claim 1, wherein Ar is -R 9 -phenyl, wherein R 9 is C 1.3 
5 alkyl or C2-3 alkenyl, either of which is optionally substituted with phenyl or phenyloxy, 
each phenyl being optionally substituted with F, CI, Br, methyl, CF 3 , Cm alkoxyl, OCF3, 
CN, N0 2 , phenyloxy, phenyl, methylsulfonyl, or -NR 7 R 8 ; and each of R 7 and R 8 being 
independently H or C1.6 alkyl. 

10 11. A compound according to claim 1 , wherein each of R 2 and R 3 is H. 



ass 



12. A compound according to claim 1, wherein each of R 4 and R 5 is independently H 



n 



UJ or a heterocyclic ring selected from the group consisting of: 



p 





Q XX JO D O - 0 



r6 H H / \ J D 6 H 



wherein R 6 is H, C1.3 alkyl, or benzyl 



13. A compound according to claim 1, wherein Ar is phenyl, optionally substituted 
with F, CI, Br, methyl, CF 3 , Cm alkoxyl, OCF 3 , CN, N0 2> phenyloxy, phenyl, 
methylsulfonyl, or -NR 7 R 8 where each of R 7 and R 8 is independently H or methyl; each 
of R 2 and R 3 is H; and each of R7and R 5 is independently H or a heterocyclic ring 
selected from the group consisting of: 

O XX p X? Q - <S 

R 6 H / H \___7 R 6 H 

wherein R 6 is H, C1.3 alkyl/or benzyl. 
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14. A compound according to claim 1, ^herein Ar is 1-naphthyl or 2-naphthyl, each 
of which is optionally substituted with F, Gl, Br 5 methyl, CF 3 , C M alkoxyl, OCF 3 , CN, 
NO2, phenyloxy, phenyl, methylsulfonyl, <br -NR 7 R 8 , where each of R 7 and R 8 is 
independently H or methyl; each of R 2 and R 3 is H; and each of R 4 and R 5 is 
independently H or a heterocyclic ring selected from the group consisting of: 



0 



N' 
R 6 






and 



^3 



H 



wherein R is H, C1.3 alkyl, or benzyl. 



15. A compound according to /claim 1, wherein Ar is a heterocyclic ring selected from 
the group consisting of pyridinyl/thienyl, imidazolyl, pyrazolyl, benzothienyl, and 
benzoxadiazolyl, each being optionally substituted with halogen or Ci_6 alkyl; each of R 2 
and R 3 is H; and each of R 4 andfc 5 is independently H or a heterocyclic ring selected 
from the group consisting of: 



i 



Q XX LO 



H 



H 




O - O 

D 6 H 



15 wherein R is H, C1-3 alkyR or benzyl. 



16. A compound according to claim 1, wherein Ar is 2-pyridyl, 3-pyridyl, or 4- 
pyridyl; each of R 2 and R 3 is H; and each of R 4 and R 5 is independently H or a 
heterocyclic ring selectid from the group consisting of: 

1 



1 1 

/N- — n li 

Q XX X) 



H 



H 




N' 
H 



wherein R 6 is H, CiJ alkyl, or benzyl. 
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17. A compound according to claim 
H; and each of R 4 and R 5 is independ 
group consisting of: 



i 



1, wherein Ar is -R 9 -phenyl; each of R 2 and R 3 is 
jntly H or a heterocyclic ring selected from the 



i 




m m N ^- N \ N 

oxxxb O Q -($ 

R 6 H rj \J R 6 H 

wherein R 6 is H, C1.3 alkyl, or benzyl; R 9 is C1-3 alkyl or C2-3 alkenyl, either of which is 
optionally substituted with phenyl or phenyloxy; each phenyl being optionally substituted 
with F, CI, Br, methyl, CF 3 , C M alLxyl, OCF 3 , CN, N0 2 , phenyloxy, phenyl, 
methylsulfonyl, or -NR 7 R 8 ; and each of R 7 and R 8 being independently H or Ci. 6 alkyl 



A compound selected from the group consisting of: 

/ 

1 -phenylsulfonyl-4-piperazinylindole hydrochloride, 

l-[(2,5-dimethoxyphenyl)sulfonyl]-4-(l-piperazinyl)-lH-indole hydrochloride, 



1 -(mesity lsulfonyl)-4-( i -piperazinyl)- 1 H-indole hydrochloride, 
1 -( 1 -naphthylsulfonyl) j4-( 1 -piperazinyl)- 1 H-indole hydrochloride, 



N,N-dimethyl-5- { [4-( 1 -piperazinyl)- 1 H-indol- 1 -yl]sulfonyl) - 1 -naphthalenamine 
hydrochloride, I 

1 - [(4-propoxypheny l)sulfonyl]-4-( 1 -piperazinyl)- 1 H-indole hydrochloride, 

1 - [(2 ,5 -dichloro-3 -thieny l)sulfony 1] -4-( 1 -piperazinyl)- 1 H-indole hydrochloride, 

1 -[(4-methoxyphenyl)sulfonyl]-4-( 1 -piperazinyl)- 1 H-indole hydrochloride, 

1 -[(2,4-difluorophen jl)sulfonyl]-4-( 1 -piperazinyl)- 1 H-indole hydrochloride, 

1 -([ 1 , 1 '-biphenyl]-4-ylsulfonyl)-4-( 1 -piperazinyl)- 1 H-indole hydrochloride, 

1 -[(3 ,4-dimethoxyphenyl)sulfonyl]-4-( 1 -piperazinyl)- 1 H-indole hydrochloride, 

5-methyl-2-methoxyl- { [4-( 1 -piperazinyl)- 1 H-indol- 1 -yl] sulfonyl }phenyl ether 
hydrochloride, I 

1 -[(2,5-dichlorophenyl)sulfonyl]-4-( 1 -piperazinyl)- 1 H-indole hydrochloride, 
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1 - [(5 -chloro- 1 ,3 -dimethyl- 1 H-pyjazol-4-y l)sulfonyl]-4-( 1 -piperazinyl)- 1 H- 
indole hydrochloride, 

1 - [(3 -chloro-2-methylphenyl)su|fonyl] -4-( 1 -piperazinyl)- 1 H-indole 
hydrochloride, 

2-chloro-5-(4- { [4-( 1 -piperazinyl)- 1 H-indol- 1 -yl] sulfonyl}phenoxy)benzonitrile 
hydrochloride, 

4-bromo-2- { [4-(l -piperazinyjfy- 1 H-indol- 1 -yl] sulfonyl} phenyl methyl ether 
hydrochloride, 

4-( 1 -piperazinyl)- 1 -(3 -pyridiny lsulfonyl)- 1 H-indole hydrochloride, 

7- { [4-( 1 -piperazinyl)- 1 H-i^dol- 1 -yl] sulfonyl } -2-(trifluoroacetyl)- 1 ,2,3 ,4- 
tetrahydroisoquinoline hydrochloride, 

methyl 2- { [4-( 1 -piperazinyl)- 1 H-indol- 1 -y 1] sulfonyl } phenyl sulfone 
hydrochloride, / 

1 - [(4-fluorophenyl)sulfonyl] -4-( 1 -piperazinyl)- 1 H-indole hydrochloride, 

1 -[(5-chloro-3-methy wl -benzothien-2-yl)sulfonyl]-4-( 1 -piperazinyl)- 1 H-indole 
hydrochloride, / 

4-(4-methyl- 1 -piperazinyl)- 1 -(4-methylbenzenesulfonyl)- 1 H-indole 
hydrochloride hydrochloride, 

4-piperazino-N-(4-trifluoromethyl)phenylsulfonyl)indole hydrochloride, 

4-(3-methylpiperazine)-(N-(4-trifluoromethyl)phenylsulfonyl)indoIe 
dihydrochloride, j 

4-(4-methyl- 1 -piperazinyl)- 1 -(2-methylbenzenesulfonyl)- 1 H-indole 
hydrochloride, 



4-(4-ethyl- 1 -piperazinyl)- 1 -(2-methylbenzenesulfonyl)- 1 H-indole 
hydrochloride/ 

/ 

4-( 1 -piperazinyl)- 1 -(2-methylbenzenesulfonyl)- 1 H-indole hydrochloride, 

4-(5-aza-indolizidinyl)- 1 -(2-methylbenzenesulfonyl)- 1 H-indole hydrochloride, 

4-(4-methyl- 1 -homopiperazinyl)- 1 -(2-methylbenzenesulfonyl)- 1 H-indole 
hydrochloride, 



4-(3-methvl- 1 -piperazinyl)- 1 -(2-methylbenzenesulfonyl)- 1 H-indole 
hydrochlyride, 

4-(m-3 ,S -dimethyl- 1 -piperazinyl)- 1 -(2-methylbenzenesulfonyl)- 1 H-indole 
hydrochloride, 
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4-(4-isopropyl- 1 -piperaziny 1)- 1 -(2-pnethylbenzenesulfonyl)- 1 H-indole 
hydrochloride, 

4-((lS,4S)-2-methyl-2 ? 5-diazabic^clo[2.2.1]heptyl)-l-(2- 
methylbenzenesulfonyl)- 1 H-indole hydrochloride, 

4-(4-methyl- 1 -homopiperazinyljf- 1 -(benzenesulfonyl)- 1 H-indole hydrochloride, 

4~(cis 3 ,5-dimethyl- 1 -piperaziny!)- 1 -(benzenesulfonyl)- 1 H-indole 
hydrochloride, j 

4-(4-ethyl- 1 -piperazinyl)- 1 -(/benzenesulfonyl)- 1 H-indole hydrochloride, 



4-piperazinyl- 

4-piperazinyl- 

4-piperazinyl- 

4-piperazinyl- 

4-piperazinyl- 

4-piperazinyl- 

4-piperazinyl- 
hydrochloride. 

4-piperazinyl- 

4-piperazinyl- 

4-piperazinyl- 

4-piperazinyl 

4-piperazinyJ 

4-piperazinyl- 

4-piperazinyl- 
hydrochloride. 

l-[(N-rr^thyl- 
hydrochloride, 



-(4-nitro-benzenesulfonyl)- 1 H-indole hydrochloride, 
-(4-brom^-benzenesulfonyl)- 1 H-indole hydrochloride, 
-(4-chlo^o-benzenesulfonyl)- 1 H-indole hydrochloride, 
-(£ 2-phenyl-ethensulfonyl)-l H-indole hydrochloride, 
-(3-trifluoromethyl-benzenesulfonyl)- 1 H-indole hydrochloride, 
-(4-cyanobenzenesulfonyl)- 1 H-indole hydrochloride, 
-(4-chloro-7-chloro-2,l,3-benzoxadiazole sulfonyl)-! H-indole 



/ 



(3-cyanobenzenesulfonyl)- 1 H-indole hydrochloride, 
. .(4-phenoxybenzenesulfonyl)-l H-indole hydrochloride, 

/r4n 



(4-chlorophenylmethanesulfony 1)- 1 H-indole hydrochloride, 
-(4-methylphenylmethanesulfonyl)-l H-indole hydrochloride, 
-(1,1 -diphenylethanesulfonyl)- 1 H-indole hydrochloride, 
-(4-trifluoromethoxybenzenesulfonyl)- 1 H-indole hydrochloride, 
-(5-[(benzoylamino)methyl]thiophene-2-sulfonyl)- 1 H-indole 

H-imidazol-4-yl)sulfonyl]-4-(l -piperazinyl)- 1 H-indole 



N-benzenesulfonyl-5-(4-methylpiperazin- 1 -yl)-indole, 
N-(4-pethylbenzenesulfonyl)-5 -(4-methy lpiperazin- 1 -yl)-indole, 
N-bqhzenesulfonyl-5-(4-isopropylpiperazin- 1 -yl)-indole, 
N-(4-methylbenzenesulfonyl)-5 -(4-isopropy lpiperazin- 1 -y l)-indole, 
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5-(4-propylpiperazin-l-yl)-indole, 



N-(3,4-dimethoxybenzenesulfonyl) 
hydrochloride, 

N-(3-fluorobenzenesulfonyl)-5-(44ropylpiperazin-l-yl)-indole ? hydrochloride, 

N-(4-propylbenzenesulfonyl)-5 -(4 jmethy lpiperazin- 1 -yl)-indole, hydrochloride, 

N-(l-naphtalenesulfonyl)-5-(4-meAhylpiperazin-l-yl)-indole, hydrochloride, 

N-(biphenyl-4-sulfonyl)-5-(4-memylpiperazin- 1 -yl)-indole, hydrochloride, 

N-(4-methoxybenzenesulfonyl)-|-(4-methylpiperazin-l-yl)-indole, 
hydrochloride, 

N-(3,4-dimethoxybenzenesulfo^yl)-5-(4-methylpiperazin-l-yl)-indole, 
hydrochloride, 

N-(2,4-difluorobenzenesulfonyl)-5-(4-methylpiperazin- 1 -yl)-indole, 
hydrochloride, 

N-(4-methoxybenzenesulfonyl)-5-(4-benzylpiperazin-l-yl)-indole, 
hydrochloride, 

N-(2,4-difluorobenzenesulfonyl)-5-(4-benzy lpiperazin- 1 -yl)-indole 
hydrochloride, / 

N-(4-butoxybenzenesulfonyl)-5-(4-benzylpiperazin- 1 -yl)-indole, hydrochloride, 

N-(3,4-dimethoxybenzenesulfonyl)-5-(4-benzylpiperazin-l-yl)-indole, 
hydrochloride, 



?nes 



N-(biphenyl-4-sulfonyl| J -5-(4-benzylpiperazin- 1 -yl)-indole, hydrochloride, 

N-(napthalene-2-sulfo^yl)-5 -(4-benzy lpiperazin- 1 -yl)-indole, hydrochloride, 

N-(4-propylbenzenesulfonyl)-5 -(4-benzylpiperazin- 1 -yl)-indole, hydrochloride, 

N-(3-fluorobenzenesulfonyl)-5-(4-benzy lpiperazin- l-yl)-indole, hydrochloride, 

N-(4-methoxybenzenesulfonyl)-5-(piperazin- 1 -yl)-indole, hydrochloride, 

N-(2,4-difluorobenzenesulfonyl)-5-(piperazin- 1 -yl)-indole, hydrochloride, 

N-(4-butoxybenzenesulfonyl)-5-(piperazin- 1 -yl)-indole, hydrochloride, 

N-(3 ,4-dimethoxyienzenesulfonyl)-5-(piperazin- 1 -yl)-indole, dihydrochloride, 
I 

N-(biphenyl-4-sulfonyl)-5-(piperazin- 1 -yl)-indole, dihydrochloride, 
N-(napthalene-2-sulfonyl)-5-(piperazin- 1 -yl)-indole, dihydrochloride, 
N-(4-propylbenzenesulfonyl)-5 -(piperazin- 1 -yl)-indole, dihydrochloride, 
N-(3-fluorobenzenesulfonyl)-5-(piperazin- 1 -yl)-indole, dihydrochloride, 
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N-benzenesulfonyl-5-(piperazin-l -yl)-indole, dihydrochloride, 

3- (l-azabicyclo[2.2.2]oc/-2-en-3-yl)-l^^ 

2-iodo- 1 -(phenylsulfonyl)-4-( 1 -piperazinyl)- 1 H-indole hydrochloride, 
2-phenyl- 1 -(phenylsiy fony l)-4-( 1 -piperazinyl)- 1 H-indole hydrochloride, 

4- piperazinyl-2-metlwl-l-benzosulfonyliridole trifluoroacetate, and 
1 -phenylsulfonyl-4-(mornopiperazinyl)-indole hydrochloride. 



19. A compound according to claim 1, said compound being l-(phenylsulfonyl)-4-(l- 
piperazinyl)- 1 H-indole. 



20. A compound according to claim 1, said compound being l-[(2,5- 
dimethoxyphenyl)sulfonyl]-4-(l -piperazinyl)- 1 H-indole. 

21. A compound according to claim 1, said compound being 4-( 1 -piperazinyl)- 1 -(3- 
pyridinylsulfonyl)- 1 H-indole hydrochloride. 





30 



22. A pharmaceutical composition comprising a compound of claim and a 
pharmaceutically acceptable carrier. 

23. A pharmaceutical composition comprising a compound of claim 1 8 and a 
pharmaceutically acceptable carrier. 



axis of a dis 




24. A method of treatment or prophylaxis of a disease mediated by the serotonin 
related 5-HT6 receptor comprisin^administering to a patient in need thereof a 
therapeutically effective amount pf a compound according to claim 1 . 

25. A method of treatment of prophylaxis of a disease mediated by the serotonin 
related 5-HT6 receptor comprising administering to a patient in need thereof a 
therapeutically effective amourjt of a compound according to claim 18. 

The method according claim 24, wherein the disease is obesity. 
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